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Ala Cys Va! Leu Pro Ala Pro Ala Gly Pro Ser Gin Gly Lys His Leu 
305 310 315 320 

Ala Val Pro Glu Asn Pro Ala Ser Val Arg Ser Gin Leu Ser Pro Ser 
325 330 335 

Ser Lys Val He Pro Gly Val Pro He Cys Phe Glu Val Lys Pro Glu 
340 345 350 

Glu Ser Ser Asp Ala His Glu Met Arg Val Lys Arg Ser He Thr Arg 
355 360 365 

He Lys Lys Arg Ser Arg Ser Val Phe Tyr Arg Leu Thr lie Leu He 
370 375 380 

Leu Val Phe Ala Val Ser Trp Met Pro Leu His Val Phe His Val Val 
385 390 395 400 

Thr Asp Phe Asn Asp Asn Leu He Ser Asn Arg His Phe Lys Leu Val 
405 410 415 

Tyr Cys lie Cys His Leu Leu Gly Met Met Ser Cys Cys Leu Asn Pro 
420 425 430 

He Leu Tyr Gly Phe Leu Asn Asn Gly lie Lys Ala Asp Leu Arg Ala 
435 440 445 

Leu He His Cys Leu His Met Ser * 
450 455 

(3) INFORMATION FOR SEQ ID NO:3: 

(i) SEQUENCE CHARACTERISTICS: 
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(A) LENGTH: 1457 base pairs 

(B) TYPE: nucleic acid 

(C) STRANDEDNESS: single 

(D) TOPOLOGY: linear 

(ii) MOLECULE TYPE: cDNA 

(iii) HYPOTHETICAL: NO 

(iv) ANTI-SENSE: NO 

(ix) FEATURE: 

(A) NAME/KEY: CDS 

(B) LOCATION: 61. .1432 

(xi) SEQUENCE DESCRIPTION: SEQ ID NO:3: 

GTTTCCCTCT GAATAGATTA ATTTAAAGTA GTCATGTAAT GTTTTTTTGG 
TTGCTGACAA 60 

ATG TCT TTT TAT TCC AAG CAG GAC TAT AAT ATG GAT TTA GAG CTC GAC 1 08 
Met Ser Phe Tyr Ser Lys Gin Asp Tyr Asn Met Asp Leu Glu Leu Asp 
15 10 15 

GAG TAT TAT AAC AAG ACA CTT GCC ACA GAG AAT AAT ACT GCT GCC ACT 1 56 
Glu Tyr Tyr Asn Lys Thr Leu Ala Thr Glu Asn Asn Thr Ala Ala Thr 
20 25 30 

CGG AAT TCT GAT TTC CCA GTC TGG GAT GAC TAT AAA AGC AGT GTA GAT 204 
Arg Asn Ser Asp Phe Pro Val Trp Asp Asp Tyr Lys Ser Ser Val Asp 
35 40 45 
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GAC TTA CAG TAT TTT CTG ATT GGG CTC TAT ACA TTT GTA AGT CTT CTT 252 
Asp Leu Gin Tyr Phe Leu lie Gly Leu Tyr Thr Phe Val Ser Leu Leu 
50 55 60 

GGC TTT ATG GGG AAT CTA CTT ATT TTA ATG GCT CTC ATG AAA AAG CGT 300 
Gly Phe Met Gly Asn Leu Leu lie Leu Met Ala Leu Met Lys Lys Arg 
65 70 75 80 

AAT CAG AAG ACT ACG GTA AAC TTC CTC ATA GGC AAT CTG GCC TTT TCT 348 
Asn Gin Lys Thr Thr Val Asn Phe Leu lie Gly Asn Leu Ala Phe Ser 
85 90 95 

GAT ATC TTG GTT GTG CTG TTT TGC TCA CCT TTC ACA CTG ACG TCT GTC 396 
Asp lie Leu Vai Val Leu Phe Cys Ser Pro Phe Thr Leu Thr Ser Val 
100 105 110 

TTG CTG GAT CAG TGG ATG TTT GGC AAA GTC ATG TGC CAT ATT ATG CCT 444 
Leu Leu Asp Gin Trp Met Phe Gly Lys Val Met Cys His He Met Pro 
115 120 125 

TTT CTT CAA TGT GTG TCA GTT TTG GTT TCA ACT TTA ATT TTA ATA TCA 492 
Phe Leu Gin Cys Val Ser Val Leu Val Ser Thr Leu He Leu lie Ser 
130 135 140 

ATT GCC ATT GTC AGG TAT CAT ATG ATA AAA CAT CCC ATA TCT AAT AAT 540 
He Ala lie Val Arg Tyr His Met lie Lys His Pro lie Ser Asn Asn 
145 150 155 160 

TTA ACA GCA AAC CAT GGC TAC TTT CTG ATA GCT ACT GTC TGG ACA CTA 588 
Leu Thr Ala Asn His Gly Tyr Phe Leu lie Ala Thr Val Trp Thr Leu 
165 170 175 
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GGT TTT GCC ATC TGT TCT CCC CTT CCA GTG TTT CAC AGT CTT GTG GAA 636 
Gly Phe Ala lie Cys Ser Pro Leu Pro Val Phe His Ser Leu Val Glu 
180 185 190 

CTT CAA GAA ACA TTT GGT TCA GCA TTG CTG AGC AGC AGG TAT TTA TGT 684 
Leu Gin Glu Thr Phe Gly Ser Ala Leu Leu Ser Ser Arg Tyr Leu Cys 
195 200 205 

GTT GAG TCA TGG CCA TCT GAT TCA TAC AG A ATT GCC TTT ACT ATC TCT 732 
Val Glu Ser Trp Pro Ser Asp Ser Tyr Arg lie Ala Phe Thr lie Ser 
210 215 220 

TTA TTG CTA GTT CAG TAT ATT CTG CCC TTA GTT TGT CTT ACT GTA AGT 780 
Leu Leu Leu Val Gin Tyr He Leu Pro Leu Val Cys Leu Thr Val Ser 
225 230 235 240 

CAT ACA AGT GTC TGC AGA AGT ATA AGC TGT GGA TTG TCC AAC AAA GAA 828 
His Thr Ser Val Cys Arg Ser lie Ser Cys Gly Leu Ser Asn Lys Glu 
245 250 255 

AAC AGA CTT GAA GAA AAT GAG ATG ATC AAC TTA ACT CTT CAT CCA TCC 876 
Asn Arg Leu Glu Glu Asn Glu Met lie Asn Leu Thr Leu His Pro Ser 
260 265 270 

AAA AAG AGT GGG CCT CAG GTG AAA CTC TCT GGC AGC CAT AAA TGG AGT 

924 

Lys Lys Ser Gly Pro Gin Val Lys Leu Ser Gly Ser His Lys Trp Ser 
275 280 285 

TAT TCA TTC ATC AAA AAA CAC AGA AGA AGA TAT AGC AAG AAG ACA GCA 972 
Tyr Ser Phe lie Lys Lys His Arg Arg Arg Tyr Ser Lys Lys Thr Ala 

290 295 300 
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TGT GTG TTA CCT GCT CCA GAA AGA CCT TCT CAA GAG AAC CAC TCC AGA 
1020 

Cys Val Leu Pro Ala Pro Glu Arg Pro Ser Gin Glu Asn His Ser Arg 
305 310 315 320 

ATA CTT CCA GAA AAC TTT GGC TCT GTA AGA AGT CAG CTC TCT TCA TCC 1 068 
He Leu Pro Glu Asn Phe Gly Ser Val Arg Ser Gin Leu Ser Ser Ser 
325 330 335 

AGT AAG TTC ATA CCA GGG GTC CCC ACT TGC TTT GAG ATA AAA CCT GAA 
1116 

Ser Lys Phe He Pro Giy Val Pro Thr Cys Phe Glu lie Lys Pro Glu 
340 345 350 

GAA AAT TCA GAT GTT CAT GAA TTG AGA GTA AAA CGT TCT GTT ACA AGA 1 1 64 
Glu Asn Ser Asp Val His Giu Leu Arg Val Lys Arg Ser Val Thr Arg 
355 360 365 

ATA AAA AAG AGA TCTCGA AGT GTT TTC TAC AGA CTG ACC ATA CTG ATA 1 21 2 
lie Lys Lys Arg Ser Arg Ser Val Phe Tyr Arg Leu Thr lie Leu lie 
370 375 380 

TTA GTA TTT GCT GTT AGT TGG ATG CCA CTA CAC CTT TTC CAT GTG GTA 1 260 
Leu Val Phe Ala Val Ser Trp Met Pro Leu His Leu Phe His Val Val 
385 390 395 400 

ACT GAT TTT AAT GAC AAT CTT ATT TCA AAT AGG CAT TTC AAG TTG GTG 1 308 
Thr Asp Phe Asn Asp Asn Leu He Ser Asn Arg His Phe Lys Leu Va! 
405 410 415 

TAT TGC ATT TGT CAT TTG TTG GGC ATG ATG TCC TGT TGT CTT AAT CCA 1 356 
Tyr Cys He Cys His Leu Leu Gly Met Met Ser Cys Cys Leu Asn Pro 
420 425 430 
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ATT CTA TAT GGG TTT CTT AAT AAT GGG ATT AAA GCT GAT TTA GTG TCC 1 404 
lie Leu Tyr Gly Phe Leu Asn Asn Gly He Lys Ala Asp Leu Val Ser 
435 440 445 

CTT ATA CAC TGT CTT CAT ATG TAA TAA TTCTCACTGT TTACCAAGGA 1 452 
Leu lie His Cys Leu His Met * * 
450 455 

AAGAAC 1457 

(4) INFORMATION FOR SEQ ID NO:4: 

(i) SEQUENCE CHARACTERISTICS: 

(A) LENGTH: 457 amino acids 

(B) TYPE: amino acid 
(D) TOPOLOGY: linear 

(ii) MOLECULE TYPE: protein 

(xi) SEQUENCE DESCRIPTION: SEQ ID NO:4: 

Met Ser Phe Tyr Ser Lys Gin Asp Tyr Asn Met Asp Leu Glu Leu Asp 
1 5 10 15 

Giu Tyr Tyr Asn Lys Thr Leu Ala Thr Glu Asn Asn Thr Ala Ala Thr 
20 25 30 

Arg Asn Ser Asp Phe Pro Val Trp Asp Asp Tyr Lys Ser Ser Val Asp 
35 40 45 

Asp Leu Gin Tyr Phe Leu lie Gly Leu Tyr Thr Phe Val Ser Leu Leu 

50 55 60 
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Gly Phe Met Gly Asn Leu Leu lie Leu Met AJa Leu Met Lys Lys Arg 
65 70 75 80 

Asn Gin Lys Thr Thr Val Asn Phe Leu lie Gly Asn Leu Ala Phe Ser 
85 90 95 

Asp lie Leu Va! Val Leu Phe Cys Ser Pro Phe Thr Leu Thr Ser Val 
100 105 110 

Leu Leu Asp Gin Trp Met Phe Gly Lys Val Met Cys His lie Met Pro 
115 120 125 

Phe Leu Gin Cys Val Ser Val Leu Val Ser Thr Leu He Leu lie Ser 
130 135 140 

lie Ala lie Val Arg Tyr His Met lie Lys His Pro lie Ser Asn Asn 
145 150 155 160 

Leu Thr Ala Asn His Gly Tyr Phe Leu lie Ala Thr Val Trp Thr Leu 

165 170 175 

Gly Phe Ala lie Cys Ser Pro Leu Pro Val Phe His Ser Leu Val Glu 
180 185 190 

Leu Gin Glu Thr Phe Gly Ser Ala Leu Leu Ser Ser Arg Tyr Leu Cys 
195 200 205 

Val Glu Ser Trp Pro Ser Asp Ser Tyr Arg lie Ala Phe Thr lie Ser 
210 215 220 

Leu Leu Leu Val Gin Tyr lie Leu Pro Leu Val Cys Leu Thr Val Ser 

225 230 235 240 
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His Thr Ser Val Cys Arg Ser He Ser Cys Gly Leu Ser Asn Lys Giu 
245 250 255 

Asn Arg Leu Glu Glu Asn Glu Met lie Asn Leu Thr Leu His Pro Ser 
260 265 270 

Lys Lys Ser Gly Pro Gin Val Lys Leu Ser Gly Ser His Lys Trp Ser 
275 280 285 

Tyr Ser Phe lie Lys Lys His Arg Arg Arg Tyr Ser Lys Lys Thr Ala 
290 295 300 

Cys Val Leu Pro Ala Pro Glu Arg Pro Ser Gin Glu Asn His Ser Arg 
305 310 315 320 

lie Leu Pro Glu Asn Phe Gly Ser Val Arg Ser Gin Leu Ser Ser Ser 
325 330 335 

Ser Lys Phe lie Pro Gly Val Pro Thr Cys Phe Glu lie Lys Pro Glu 
340 345 350 

Glu Asn Ser Asp Val His Glu Leu Arg Val Lys Arg Ser Val Thr Arg 
355 360 365 

He Lys Lys Arg Ser Arg Ser Val Phe Tyr Arg Leu Thr lie Leu He 
370 375 380 

Leu Val Phe Ala Val Ser Trp Met Pro Leu His Leu Phe His Val Val 
385 390 395 400 



Thr Asp Phe Asn Asp Asn Leu lie Ser Asn Arg His Phe Lys Leu Val 
405 410 415 
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Tyr Cys lie Cys His Leu Leu Gly Met Met Ser Cys Cys Leu Asn Pro 
420 425 430 

lie Leu Tyr Gly Phe Leu Asn Asn Gly He Lys Ala Asp Leu Val Ser 
435 440 445 

Leu He His Cys Leu His Met * * 
450 455 
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What is claimed is 

1 . A compound of formula (I) 




in which 

alk 1 and alk 2 , independently of one another, represent, a single bond or lower 
alkylene; 

R, represents hydrogen, lower alkyl, lower alkenyl, lower alkyny!, halo-lower alkyl, 
hydroxy-lower alkyl, lower alkoxy-lower alkyl, C 3 -C 8 -cycloalkyl, C 3 -C 8 -cycloalkyl-lower alkyl, 
(carbocyclic or heterocyclic) aryl, or (carbocyclic or heterocyclic) aryl-lower alkyl; 

R 2 represents 

(i) hydrogen, halogen, nitro, cyano, lower alkyl, lower alkenyl, lower alkynyi, C 3 -C 8 - 
cycioalkyl, C 3 -C 8 -cycloalkyl-lower alkyl, (carbocyclic or heterocyclic) aryl, (carbocyclic or 
heterocyclic) aryl-lower alkyl, or lower alkyl which is substituted by halogen, by hydroxy, by 
lower alkoxy, by amino, by substituted amino, by carboxy, by lower alkoxycarbonyl, by 
(carbocyclic or heterocyclic) aryl-lower alkoxycarbonyl, by carbamoyl, or by N-substituted 
carbamoyl; 

(ii) amino or substituted amino; 

(iii) hydroxy, lower alkoxy, lower alkenyloxy, lower alkynyloxy, hydroxy-lower alkoxy, lower 
alkoxy-lower alkoxy, C 3 -C B -cycloaIkoxy, C 3 -C 8 -cycloalkyl-iower alkoxy, (carbocyclic or 
heterocyclic) aryl-lower alkoxy, lower alkoxycarbonyl-oxy, (carbocyclic or heterocyclic) aryl- 
lower alkoxycarbonyl-oxy, aminocarbonyi-oxy, or N-substituted aminocarbonyl-oxy; 

(iv) carboxy, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, or (carbocyclic or 
heterocyclic) aryl-lower alkoxy-carbonyl; 

(v) carbamoyl or N-substituted carbamoyl; 

(vi) a group selected from -CH(OH)-R. -CO-R, -NR r CO-0-R, -NR r CO-R, -NR,-CO-NRi-R. - 
NR r S0 2 -R, -NR,-S0 2 -NRi-R, -S0 2 -R, -S0 2 -NR,-R, or -S0 2 -NR r CO-R, [R being as defined 
below and Ri being as defined above, or the group -N(R)<R<) represents amino which is di- 
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substituted by lower alkyiene {which may be interrupted by O, S(0) n or NR 0 } or which is di- 
substituted by lower alkyiene which is condensed at two adjacent carbon atoms with a 
benzene ring]; or 

(vii) an element of formula -Xa^HXs) wherein, (a) if Xa is -CH-, X4 together with X 5 
represent a structural element of formula -X6-(CO) p -{CH 2 ) 0 -, -(CH 2 ) p -X6-(CO) p -(CH 2 ) r -, or 
-(CH 2 ) s OQ-CO-(CH 2 ) r ; or, (b) if X3 is -N-, X4 together with X 5 represent a structural element 
of formula -CO-(CH 2 ) u -; PQ being -CH 2 -, -N(R0- or -O-; the integer o is 3-5; the integer p is 0 
or 1 ; the integer q is 1or 2; the integer r is 1 ; the integer s is 1 or 2; the integer t is 1 or 2; the 
integer u is 3-5; with the proviso that, if the integer p is 0, X4 is different from -CH 2 -;]; 

X 1 represents C 3 -C 8 -cycloalkylene, C 3 -C 8 -cycloalkenylene, C 3 -C 8 -cyc!oalkylidene f C 3 - 
Cs-cycloaikenylidene, oxo-C 3 -C 8 -cycloalkylene, oxo-C 3 -C 8 -cycloalkenylene, oxo-C 3 -C e - 
cycloalkylidene, or oxo-C 3 -C 8 -cycloalkenylidene; 

X 2 represents -0-, -S(0) n - or a group of the formula -N(R 4 )-; 

R 3 and R 4 , independently of one another, represent 

(i) hydrogen, lower alkyl, lower alkenyl, lower alkynyl, C 3 -C 8 -cycloalkyl, C 3 -C 8 -cycloalkyl- 
lower alkyl, (carbocyclic or heterocyclic) aryl, (carbocyclic or heterocyclic) aryl-lower alkyl; or 

(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, hydroxy-lower alkoxy, lower alkoxy-lower alkoxy, amino, 
substituted amino, carboxy, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, 
(carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, carbamoyl, N-substituted 
carbamoyl, and -S(0) n -R; 

R 3 and R 4 together represent lower alkyiene [which may be interrupted by O, S(0) n , 
NR 0 ] or represent lower alkyiene which is condensed at two adjacent carbon atoms with a 
benzene ring; 

wherein, in each case, any aryl moiety as well as the benzo ring A is unsubstituted or 
substituted by one or more substituents selected from the group consisting of 

(i) halogen, lower alkyl, lower alkenyl, lower alkynyl, C 3 -C 8 -cycloalkyl, C 3 -C 8 -cycloalkyl-lower 
alkyl, (carbocyclic or heterocyclic) aryl, lower alkoxy, lower alkenyloxy, lower alkynyloxy, 
oxy-lower alkylene-oxy, hydroxy, lower alkanoyloxy, (carbocyclic or heterocyclic) aryl-lower 
aikanoyioxy, lower alkanoyl, (carbocyclic or heterocyclic) aryl-lower alkanoyl, (carbocyclic or 
heterocyclic) aroyl, nitro, cyano; 

(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, (carbocyclic or heterocyclic) aryloxy, (carbocyclic or 
heterocyclic) aryl, amino, substituted amino, carboxy, lower alkoxy-carbonyl, lower alkoxy- 
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lower alkoxy-carbonyl, (carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, carbamoyl, 
and N-substituted carbamoyl; 

(iii) lower alkoxy which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, C 3 -C 8 -cycloaikyl, (carbocyclic or heterocyclic) aryloxy, 
(carbocyclic or heterocyclic) aryl, amino, substituted amino, carboxy, lower alkoxy-carbonyl, 
lower alkoxy-lower alkoxy-carbonyl, (carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, 
carbamoyl, and N-substituted carbamoyl; 

(iv) amino, substituted amino; 

(v) carboxy, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, (carbocyclic or 
heterocyclic) aryl-lower alkoxy-carbonyl; 

(vi) carbamoyl and N-substituted carbamoyl; 

wherein, in each case, the substituted amino group of substituted amino, of N- 
substituted carbamoyl, and of N-substituted aminocarbonyl-oxy is (i) mono-substituted or, 
independently of one another, di-substituted by lower alkyl, by C 3 -C 8 -cycloalkyl, by Cs-CV 
cycloaikyl-lower alkyl, by (carbocyclic or heterocyclic) aryl, by (carbocyclic or heterocyclic) 
aryl-lower alkyl, or is (ii) di-substituted by lower alkylene [which may be interrupted by O, 
S(0) n or NR 0 ] or is di-substituted by lower alkylene which is condensed at two adjacent 
carbon atoms with a benzene ring, or is (iii) mono-substituted or, in the second line, 
independently of one another, di-substituted by -CO-(0) v -R and the integer v is 0 or 1; 

wherein, in each case, the integer n is 0, 1 or 2; 

wherein, in each case, R 0 represents hydrogen, lower alkyl, lower alkenyl, lower 
alkinyl, (carbocyclic or heterocyclic) aryl, (carbocyclic or heterocyclic) aryl-lower alkyl, lower 
alkanoyl, (carbocyclic or heterocyclic) aroyl, -S0 2 -R, or lower alkyl which is substituted by 
halogen, by hydroxy, or by lower alkoxy; 

wherein, in each case, R represents hydrogen, lower alkyl, C 3 -C 8 -cycloalkyl, C 3 -C B - 
cycloalkyl-iower alkyl, (carbocyclic or heterocyclic) aryl, (carbocyclic or heterocyclic) aryl- 
lower alkyl, or lower alkyl which is substituted by halogen, by hydroxy, or by lower alkoxy; 
or a salt or a tautomer thereof. 

2. A compound according to claim 1 of formula (I) or a salt or a tautomer thereof in which 
alk, and alk 2 , independently of one another, represent a single bond or lower alkylene; 
represents hydrogen, lower alkyl, lower alkenyl, halo-lower alkyl, hydroxy-lower 
alkyl, lower alkoxy-lower alkyl, or (carbocyclic or heterocyclic) aryl-lower alkyl; 
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R 2 represents 

(i) hydrogen, halogen, lower alkyl, (carbocyclic or heterocyclic) aryl, or lower alkyl which is 
substituted by halogen, by substituted amino, by lower alkoxycarbonyl, by (carbocyclic or 
heterocyclic) aryl-lower alkoxycarbonyl, or by substituted carbamoyl; 

(ii) amino or substituted amino; 

(iii) hydroxy, lower alkoxy, lower alkenyloxy, hydroxy-lower alkoxy, lower alkoxy-lower 
alkoxy, C 3 -C 8 -cycloalkyl- lower alkoxy, (carbocyclic or heterocyclic) aryl-lower alkoxy, lower 
alkoxycarbonyl-oxy, (carbocyclic or heterocyclic) aryl-iower alkoxycarbonyl-oxy, or N- 
substituted aminocarbonyi-oxy; 

(iv) carboxy, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, or (carbocyclic or 
heterocyclic) aryl-lower alkoxy-carbonyl; 

(v) carbamoyl or N-substituted carbamoyl; 

(vi) a group selected from -CH(OH)-R. -CO-R, -NR r CO-0-R, -NR^-COR, -NR r CO-NR r R, - 
NRrSOrR, -NR r S0 2 -NR r R, -S0 2 -R, -SCVNR^R, or -S0 2 -NR r CO-R, [R being as defined 
below and Ri being as defined above, or the group -N(R)(R!) represents amino which is di- 
substituted by lower alkyiene {which may be interrupted by O, S(0) n or NR 0 } or which is di- 
substituted by lower alkyiene which is condensed at two adjacent carbon atoms with a 
benzene ring]; or 

(vii) an element of formula -X^X^s) wherein, (a) if X3 is -CH-, X* together with X 5 
represent a structural element of formula -Xe-fCOJp-tCH^o-, -(CH 2 ) q -X6-(CO) p -(CH 2 ) r -, or 
-(CH 2 ) s -X6-CO-(CH 2 )r; or, (b) if X3 is -N-, X4 together with X 5 represent a structural element 
of formula -CO-(CH 2 ) u -; [Xe being -CH 2 - t -N(R0- or -0-; the integer o is 3-5; the integer p is 0 
or 1 ; the integer q is 1or 2; the integer r is 1 ; the integer s is 1 or 2; the integer t is 1 or 2; the 
integer u is 3*5; with the proviso that, if the integer p is 0, X4 is different from -CH 2 -;]; 

X^ represents C 3 -C B -cycloalkylene, Ca-Ce-cycloalkenylene, C 3 -C 8 -cycloalkylidene, oxo- 
Cs-Ca-cycloalkylene, oxo~C 3 -C B -cycloalkenylene, or oxo-C 3 -C 8 -cycloalkyiidene; 
X 2 represents -O-, -S(0) n - or a group of the formula -N(R 4 )-; 
R 3 and R 4 , independently of one another, represent 

(i) hydrogen, lower alkyl, lower alkenyl, C^Ce-cycloalkyl, C 3 -C 8 -cycloalkyl-lower alkyl, 
(carbocyclic or heterocyclic) aryl, (carbocyclic or heterocyclic) aryl-lower alkyl; or 

(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, hydroxy-lower alkoxy, lower alkoxy-lower alkoxy, amino, 
substituted amino, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, (carbocyclic 
or heterocyclic) aryl-lower alkoxy-carbonyl, substituted carbamoyl, and -S(0) n -R; 
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R 3 and R 4 together represent lower alkylene [which may be interrupted by O, S(0) n , or 
NR 0 ] or represent lower alkylene which is condensed at two adjacent carbon atoms with a 
benzene ring; 

wherein, in each case, any aryl moiety as well as the benzo ring A is unsubstituted or 
substituted by one or more substituents selected from the group consisting of 

(i) halogen, lower alkyl, Ca-Ce-cycloalkyl, C 3 -C 8 -cycloaikyMower alkyl, (carbocyclic or 
heterocyclic) aryl, lower alkoxy, lower alkenyloxy, oxy-lower alkylene-oxy, hydroxy, lower 
alkanoyloxy, (carbocyclic or heterocyclic) aryl-lower alkanoyloxy, lower alkanoyl, 
(carbocyclic or heterocyclic) aryl-lower alkanoyl, nitro, cyano; 

(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, amino r substituted amino, carboxy, lower alkoxy-carbonyl, 
lower alkoxy-lower alkoxy-carbonyl, (carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, 
carbamoyl, and N-substituted carbamoyl; 

(iii) lower alkoxy which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, C 3 -C e -cycloalkyl, (carbocyclic or heterocyclic) aryloxy, 
amino, substituted amino, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, 
(carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, carbamoyl, and N-substituted 
carbamoyl; 

(iv) amino, substituted amino; 

(v) carboxy, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, (carbocyclic or 
heterocyclic) aryl-fower alkoxy-carbonyl; 

(vi) carbamoyl and N-substituted carbamoyl; 

wherein, in each case, any aryl moiety is derived and selected from the group 
consisting of phenyl, biphenylyl, naphthyl, pyrrolyl, pyrazolyl, imidazolyl, triazolyl, tetrazolyl, 
furyl, thienyi, pyridyl, indolyl, indazolyl, benzofuryl, benzothiophenyl, benzimidazolyl, 
quinolinyl, isochinolyl, or quinazolinyl; 

wherein, in each case, the amino group of substituted amino, of N-substituted 
carbamoyl, and of N-substituted aminocarbonyl-oxy is (i) mono-substituted or, 
independently of one another, di-substituted by lower alkyl, by C 3 -C 8 -cycloalkyl, by C 3 -C 8 - 
cycloalkyl-lower alkyl, by (carbocyclic or heterocyclic) aryi, by (carbocyclic or heterocyclic) 
aryl-lower alkyl, or is (ii) di-substituted by lower alkylene [which may be interrupted by O, 
S(0) n or NRo) or is di-substituted by lower alkylene which is condensed at two adjacent 
carbon atoms with a benzene ring, or is (iii) mono-substituted or, in the second line, 
independently of one another, di-substituted by -CO-(0) v -R and the integer v is 0 or 1; 



WO 97/20823 



PCT/EP96/0S067 



- 153- 

wherein t in each case, the integer n is O f 1 or 2; 

wherein, in each case, Ro represents hydrogen or lower alkyl; 

wherein, in each case, R represents hydrogen, lower alkyl, (carbocyclic or 
heterocyclic) aryl-lower alkyl, or lower alkyl which is substituted by halogen, by hydroxy, or 
by lower alkoxy. 

3. A compound according to claim 1 of formula (I) or a salt or a tautomer thereof in which 
alk 1 and alk 2 , independently of one another, represent a single bond or lower alkylene; 
Ri represents hydrogen, lower alkyl, lower alkenyl, or lower alkoxy-lower alkyl; 
R 2 represents 

(i) hydrogen, halogen, lower alkyl, (carbocyclic or heterocyclic) aryl, or lower alkyl which is 
substituted by halogen, by substituted amino, by lower alkoxycarbonyl, by (carbocyclic or 
heterocyclic) aryl-lower alkoxycarbonyl, or by substituted carbamoyl; 

(ii) amino or substituted amino; 

(iii) hydroxy, lower alkoxy, lower alkenyloxy, hydroxy-lower alkoxy, lower alkoxy-lower 
alkoxy, C 3 -C B -cycloalkyMower alkoxy, (carbocyclic or heterocyclic) aryl-lower alkoxy, lower 
alkoxycarbonyl-oxy, (carbocyclic or heterocyclic) aryl-lower alkoxycarbonyl-oxy, or N- 
substituted aminocarbonyl-oxy; 

(iv) lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, or (carbocyclic or 
heterocyclic) aryl-lower alkoxy-carbonyl; 

(v) N-substituted carbamoyl; 

(vi) a group selected from -CH(OH)-R, -CO-R, -NR^CO-O-R, -NR r CO-R, -NRrCO-NR^R, - 
NRrSCVR, -NR l -S0 2 -NR 1 -R, -S0 2 -R, -SCVNRrR, or -S0 2 -NR r CO-R, [R being as defined 
below and R, being as defined above, or the group -N(R)(R 1 ) represents amino which is di- 
substituted by lower alkylene {which may be interrupted by O, S(0) n or NR 0 } or which is di- 
substituted by lower alkylene which is condensed at two adjacent carbon atoms with a 
benzene ring]; or 

X, represents Ca-Ce-cycloalkylene, Ca-Cs-cycloalkenyiene, C 3 -C e -cycloalkylidene, oxo- 
C 3 -C 8 ~cycloalkylene, oxo-Ca-Ce-cycloalkenylene, or oxo-C 3 -C s -cycloalkylidene; 

X ? represents -0-, -S(0) n - or a group of the formula -N(R 4 )-; 

R 3 and R 4 , independently of one another, represent 
(i) hydrogen, lower alkyl, lower alkenyl, C 3 -C 8 -cycloalkyl, C 3 -C 8 -cycloalkyl-lower alkyl, 
(carbocyclic or heterocyclic) aryl, (carbocyclic or heterocyclic) aryl-lower alkyl; or 
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(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, hydroxy-lower alkoxy, lower alkoxy-lower alkoxy, amino, 
substituted amino, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, (carbocyclic 
or heterocyclic) aryl-lower alkoxy-carbonyl, substituted carbamoyl, and -S(0) n -R; 

R 3 and R 4 together represent lower alkylene [which may be interrupted by O, S(0) n , or 
NR 0 ] or represent lower alkylene which is condensed at two adjacent carbon atoms with a 
benzene ring; 

wherein, in each case, any aryl moiety as well as the benzo ring A is unsubstituted or 
substituted by one or more substituents selected from the group consisting of 

(i) halogen, lower alkyl, C 3 -C 8 -cycloalkyl, C 3 -C 8 -cycloalky!-lower alkyl, (carbocyclic or 
heterocyclic) aryl, lower alkoxy, lower aikenyloxy, oxy-lower alkylene-oxy, hydroxy, lower 
alkanoyloxy, (carbocyclic or heterocyclic) aryl-lower alkanoyloxy, lower alkanoyl, 
(carbocyclic or heterocyclic) aryl-lower alkanoyl, nitro, cyano; 

(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, amino, substituted amino, carboxy, lower alkoxy-carbonyl, 
lower alkoxy-lower alkoxy-carbonyl, (carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, 
carbamoyl, and N-substituted carbamoyl; 

(iii) lower alkoxy which is substituted by a substituent selected from the group consisting of: 
halogen, hydroxy, lower alkoxy, C 3 -C 8 -cycloalkyl, (carbocyclic or heterocyclic) aryloxy, 
amino, substituted amino, lower aikoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, 
(carbocyclic or heterocyclic) aryl-lower alkoxy-carbonyl, carbamoyl, and N-substituted 
carbamoyl; 

(iv) amino, substituted amino; 

(v) carboxy, lower alkoxy-carbonyl, lower alkoxy-lower alkoxy-carbonyl, (carbocyclic or 
heterocyclic) aryl-lower alkoxy-carbonyl; 

(vi) carbamoyl and N-substituted carbamoyl; 

wherein, in each case, any aryl moiety of (carbocyclic or heterocyclic) aryl, arylene, 
aroyl, or aryloxy, respectively, is derived from phenyl, naphthyl or pyridyl; 

wherein, in each case, the amino group of substituted amino, of N-substituted 
carbamoyl, and of N-substituted aminocarbonyl-oxy is (i) mono-substituted or, 
independently of one another, di-substituted by lower alkyl, by C 3 -C 8 -cycIoalkyI, by C 3 -C 8 - 
cycioalkyl-lower alkyl, by (carbocyclic or heterocyclic) aryl, by (carbocyclic or heterocyclic) 
aryl-lower alkyl, or is (ii) di-substituted by lower alkylene [which may be interrupted by O, 
S(0) n or NR 0 ] or is di-substituted by lower alkylene which is condensed at two ad|acent 
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carbon atoms with a benzene ring, or is (iii) mono-substituted or, in the second line, 
independently of one another, di-substituted by -CO-(0) v -R and the integer v is 0 or 1; 

wherein, in each case, the integer n is 0, 1 or 2; 

wherein, in each case, R 0 represents hydrogen or lower alkyl; 

wherein, in each case, R represents hydrogen, lower alkyl, Ca-Ce-cycloalkyl, 
(carbocyclic or heterocyclic) aryi-lower alkyl, (carbocyclic or heterocyclic) aryl, or lower alkyl 
which is substituted by halogen, by hydroxy, or by lower alkoxy. 

4. A compound according to claim 1 of formula (I) or a salt or a tautomer thereof in which 
alki and alk 2 , independently of one another, represent a single bond or lower alkylene; 
R, represents hydrogen, lower alkyl, lower alkenyi, or lower aJkoxy-lower alkyl; 
R 2 represents 

(i) hydrogen; 

(ii) amino, amino which is monosubstituted by lower alkyl or phenyl-lower alkyl or is 
disubstituted by lower alkyl or by C 2 -C 6 -alkylene or amino which is monosubstituted by -CO- 
O-R and R being lower alkyl; 

(iii) lower alkoxycarbonyl-oxy or (carbocyclic or heterocyclic) aryl-carbonyl-oxy; 

(vi) a group selected from -CH(OH)-R and R being hydrogen, lower alkyl or phenyi-lower 
alkyl, -CO-R and R being hydrogen or lower alkyl, -NRi-CO-O-R and R, being hydrogen and 
R being lower alkyl, -NR r CO-R and Ri being hydrogen or lower alkyl and R being lower 
alkyl, phenyl or lower alkoxy-lower alkyl, -NR r S0 2 -R and R, being hydrogen or lower alkyl 
and R being lower alkyl, phenyl-lower alkyl, phenyl or naphthyl, -NRt-SCVNRrR and R, 
being hydrogen and -N(R n )(R) being amino disubstituted by lower alkyl or by C 2 -C 6 -alkylene 
or being morpholino, piperazino or 4-lower alkyl-piperazino, -S0 2 -R and R being lower alkyl 
or phenyl; 

X! represents C 3 -C a -cycloalkylene; 

X 2 represents -O- and R 3 is hydrogen; or 

X 2 represents a group of the formula -N(R 4 )~ and R 4 is hydrogen or lower alkyl; and 
R 3 represents 

(i) hydrogen, lower alkyl, C 3 -C 8 -cycloalkyl, C 3 -C 8 -cycloalkyl-lower alkyl, or phenyl; or 

(ii) lower alkyl which is substituted by a substituent selected from the group consisting of: 
hydroxy, lower alkoxy, hydroxy-lower alkoxy, amino, amino monosubstituted by lower 
alkoxycarbonyl or disubstituted by lower alkyl, morpholino, piperazino, 4-lower alkyl- 
piperazino, 4-lower alkoxycarbonyl-piperazino and carbamoyl disubstituted by lower alkyl; or 
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X 2 and R 3 together represent morpholino or 4-lower alkyl-piperazino; 

wherein, in each case, any aryl moiety as well as the benzo ring A is unsubstituted or 
substituted by one or more substituents selected from the group consisting of 
halogen, nitro, lower alkyl, phenyl, hydroxy, lower alkoxy, hydroxy-lower alkoxy, lower 
alkoxycarbonyl-lower alkoxy and lower alkoxycarbonyl. 

5. A compound according to claim 1 of formula (I) or a salt or a tautomer thereof in which 
alki and alk 2 , independently of one another, represent a single bond or d-C 3 - 

alkylene; 

Ri represents hydrogen; 
R 2 represents 

hydrogen, lower alkoxycarbonyl-oxy, amino, amino di-substituted by C 3 -C 6 -alkylene, a group 
selected from -NRi-CO-R [R being lower alkyl, phenyl-iower alkyl, or phenyl and being 
hydrogen], -NRrCO-O-R [R being lower alkyl], -NR r S0 2 -R [R being lower alkyl, phenyl- 
lower alkyl, phenyl, naphthyl, or quinolinyl and Ri being hydrogen and phenyl being 
unsubstituted or substituted by lower alkyl, lower alkoxy, lower alkoxycarbonyl], 
-NR r S0 2 -NRi-R [Ri being hydrogen, and the group-N(R)(Ri) being di-lower alkylamino] , 
-S0 2 -R [R being lower alkyl], or -S0 2 -NRrR, [R and R, being each lower alkyl]; 

X! represents C 3 -C 6 -cycloalkylene; 

X 2 represents O and R 3 represents hydrogen; or 

X 2 represents a group of the formula -N(R 4 )-; and 

R 3 represents hydrogen, lower alkyl, or phenyl which is unsubstituted or substituted by 
halogen, lower alkyl, or lower alkoxy; 
R 4 represents hydrogen; 

wherein the benzo ring A is unsubstituted or substituted by one or more substituents 
selected from the group consisting of halogen or lower alkoxy. 

6. A compound according to claim 1 of formula (I) or a salt or a tautomer thereof in which 
alkt and alk 2 independently of one another, represent a single bond or methylene; 

R, is hydrogen; 

Xi is 1,4-cyclohexylene; 

X 2 is -0-; R 2 is -NH-S0 2 -R and R being naphthyl; and R 3 is hydrogen; or 
X ? is -NH-; 
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R 2 represents -NH-SO r R and R is phenyl substituted by halogen, especially 4- 
chloro-phenyl, or naphthyl; and R 3 represents hydrogen, d-d-alkyl which substituted by 
d-d-alkyl-amino or by d-d-alkyl-amino-carbonyl or by C 5 -C 5 -alkylene; or 

R 2 represents d-d-alkylamino, d-d-alkoxycarbonyi-amino, such as tert- 
butoxycarbonyl-amino, -NH-S0 2 -R and R being phenyl substituted by d-d-alkyl, or C r C 4 - 
alkyl, or is NH-S0 2 -N(R 1 )(R) and Ri and R each being d-d-alkyl; and R 3 represents 
hydrogen, phenyl or phenyl which is substituted by halogen; 
wherein the benzo ring A is unsubstituted or substituted by d-d-alkoxy. 

7. A compound according to claim 1 of formula (I) or a salt thereof in which 
alk, and alk 2 independently of one another, represent a single bond or methylene; 

Ri is hydrogen; 

X, is 1 ,4-cyclohexylene; 

X 2 is -0-; R 2 is -NH-S0 2 -R and R being naphthyl; and R 3 is hydrogen; or 
X 2 is -NH-; 

R 2 represents -NH-S0 2 -R and R is phenyl substituted by halogen, especially 4- 
chloro-phenyl, or naphthyl; and R 3 represents hydrogen, d-d-alkyl which substituted by 
d-d-alkyl-amino or by d-d-alkyl-amino-carbonyl or by d-d-alkylene; or 

R 2 represents d-d-alkylamino, d-d-alkoxycarbonyi-amino, -NH-SCVR and R being 
phenyl substituted by d-d-alkyl, or d-d-alkyl, or is NH-S0 2 -N(R,)(R) and R, and R each 
being d-d-alkyl; and R 3 represents hydrogen, phenyl or phenyl which is substituted by 
halogen!; 

wherein the benzo ring A is unsubstituted or substituted by d-d-alkoxy. 

8. A compound according to claim 1 of formula (I) or a pharmaceutical^ acceptable salt 
or a tautomer thereof consisting of the group selected from: 
2-Cyclohexylamino-4-phenylamino-quinazoline; 

cis/trans-2-(4-Piperidin-1-yl-cyclohexylamino)-4-phenylamino-quinazoline; 
2-Cyclohexylamino-8-methoxy-4-phenylamino-quinazoline; 
trans-2-(4-Acetoxy-cyclohexylamino)-4-phenylamino-quinazoline; 
trans-Naphthalene-1 -sulfonic acid [4-(4-phenylamino-quinazolin-2-ylamino)- 
cyclohexylmethyl]-amide; 

trans-Naphthalene-1 -sulfonic acid [4-(4-amino-quinazolin-2-yl-amino)-cyclohexylmethyl]- 
amide; 
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trans-{4-(4-Phenylamino-quinazoline-2-ylamino)-cyd^ acid tert-butyl 

ester; 

trans-4-(Aminomethyl-cyclohexylamino)-4-phenylamino-quinazoline; 
rans-[4-(4-Phenylamino-quinazoli^ 
trans-4-Methyl-N-[4-(4-phenylamino-quinazolin-2-yl^^^ 
sulfonamide; 

trans-34{4-[(4-Amino-quinazoiin-2-ylamino)-me^ 
methoxy-benzoic acid methyl ester; 
trans-N-{4-[(4-Amino-quinazoli^ 

trans-Naphthalene-2-sulfonic acid {4-[(4-amino-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl)-amide; 

trans-N-{4-[(4-Amino-quinazolin-2-ylamino)-me^ 

trans-N^4-[(4-Amino-quinazolin-2-ylamino)-methyl]-cyclohexylmethyl>- 

phenylmethanesulfonamide; 

trans-N-{4-[4-Amino-quinazolin-2-ylamino)~methyl]-cyclohexylmethy 
benzenesulfonamide; 

trans-N44-[4-Amino«quinazolin-2-ylamino)-methy^^ 
benzenesulfonamide; 
trans-N44-[4-Amino-quinazolin-2^ 
benzenesulfonamide; 

trans-N-{4-[4-Amino-quinazolin-2-ylamino)-methyl)-cyclohexylmethyf}--benzamide; 
trans-N-{4-[4-Amino-quinazolin-2-ylamino)-methyl]-cyclohexylmethyl}-2-phenyl-acetamide 
trans-N.N-Dimethylamino sulfonic acid {4-((4-amino-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl}-amide; 

trans-Naphthalene-1 -sulfonic acid {4-[(4-amino-quinazoIin-2-ylamino)-methyip 
cyclohexylmethyl}~amide; 

trans-{Naphthalene-1 -sulfonic acid 4-[(4-amino-8-methoxy-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl}-annide; 

trans-Naphthalene-1 -sulfonic acid {4-[(4-amino-6-bromo-quinazolin-2-y(amino)-methy1]^ 
cyclohexyimethyl)-amlde; 

trans-Naphthalene-2-sulfonic acid {4-[(4-amino-8-methoxy-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl}-amide; 

trans-Naphthalene-1 -sulfonic acid {4-[(4-oxo-3,4-dihydro-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl}-amide; 
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trans-Naphthalene- 1 -sulfonic acid {4-[(4-phenylamino-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethylj-amide; 

trans-Naphthalene- 1 -sulfonic acid {4-[(4-tert-butylamino«quina2o(in-2-ylarnino)-methyl]- 
cyclohexylmethyl}-amide; 

(R,S)-cis-Naphthalene-1 -sulfonic acid {3-[(4-amino-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl}-amide; 

trans-Naphthalene- 1 -sulfonic acid [4-(4-amino-quina2olin-2-ylamino)-cyclohexylethyl)^amide; 
frans-Propane-2-sulfonic acid {4-[(4-amino-quinazolin-2-ylamino)-methyl]-cyclohexylmethyl>- 
amide; 

/rans-N-{4-[(4-Amino-quinazolin-2-ylamino)-methyl]-cyclohexylmethylH-fluoro- 
benzenesulfonamide; 

^ans-N-{4-[(4-Amino-quinazolin-2-ylamino)-methylJ-cyclohexylmethyl}-2-nitro- 
benzenesulfonamide; 

frans-Piperidine-1 -sulfonic acid {4-[(4-amino-quinazolin-2~ylamino)-methyl]- 
cyclohexylmethylj-amide; 

frans-Morpholine-4-sulfonic acid {4-[(4-amino-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyi)-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-methoxy-ethylamino)-quinazolin-2-ylamino]- 
methyl}-cyclohexylmethyi}-amide; 

frans-Naphthalene-2-sulfonic acid {4-{[4-(2-methoxy-ethylamino)-quinazolin-2-ylamino]- 
methyl}-cyclohexylmethyl>-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-hydroxy-ethylamino)-quinazolin-2-ylaminoj- 
m ethy i}-cy cloh exy lmethyl}-am ide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-hydroxy-1 -hydroxymethyl-ethylamino)- 
quinazolin-2-ylamino]-methyl}-cyclohexyimethyl}~amide; 

frans-NaphthaIene-1 -sulfonic acid {4-{[4-(3-methoxy*propylamino)-qutnazolin-2-ylamino]- 
methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{{4-[2-(2-hydroxy-ethoxy)-ethylamino]-quinazolin-2- 
ylamino}-methyl}-cydohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-[(4-methylamino-quinazolin-2-ylamino)-methyi]- 
cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-[(4-dimethyiamino-quinazolin-2~ylamino)-methyl]- 
cyclohexylmethyi}-amide; 
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frans-Naphthalene- 1 -sulfonic acid {44(4-morpholin-4-yl*quina2olin-2-ylamino)-methyl)- 
cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-{4-methyl-piperazin-1 -yI)-quinazolin-2-ylamino]- 

methyl}-cyclohexylmethyl)-amide; 

frans-N,N-Dimethyl-2-{24{4-[(naphthalene-1-sufo^ 

amino}-quinazolin-4-ylamino}-acetamide; 

frans-N,N-Dimethyl-2-{2-{{44(naphthalene 

amino}-quinazolin-4-ylamino}-acetamide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-piperidin-1-yl-ethylamino)-quinazolin-2-ylanninoJ- 
methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-morpholin-4-yl-ethylamino)-quinazolin-2- 
ylamino]-methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(3-dimethylamino-propylamino)-quinazolin-2- 
ylamino]-methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-2-sulfonic acid {4-{t4-(2-dimethylamino-ethylamino)-quinazolin-2- 
ylamino)-methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-dimethylamino-ethylamino)-quinazolin-2- 
ylamino]-methyl}-cyclohexylmethyi)-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-diethylamino-ethylamino)-quinazolin-2-ylamino]- 
methyl)-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-dimethylamino-1 1 1-dimethyl-ethylamino)- 
quinazolin-2-ylamino]-methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{{4-[2-(4-methyl-piperazin-1 -yl)-ethylamino]-quinazolin- 
2-ylamino}-methyl}-cyclohexylmethyl}-arnide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(3-diethylamino-propylamino)-quinazolin-2- 
ylamino]-methyl}-cyclohexylmethyl}-amide; 

frans-Propane-2-sulfonic acid {4-{[4-(3-diethylamino-propylamino)-quinazolin-2-ylamino]- 
methyl}-cyclohexylmethyl}-amide; 

frans-4-Methyl-piperazine-1 -sulfonic acid {4-{[4-(3-diethylamino-propylamino)-quinazolin-2- 
ylamino]-methyl}-cyclohexylmethyl}-amide; 

frans-N-{4-{[4-(3-Diethylamino-propylamino)-quinazolin-2-ylamino]-methyl}- 
cyclohexylmethyl}-C-phenylmethanesulfonamide; 
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frans-Naphthalene-2-sulfonic acid {44[4-(3-dirnethylamino-propyiamino)«quina2oJin-2- 

ylamino]-methyi}-cyclohexylmethyl}-amide; 

frans-N-{4-{[4-(3-Dimethylamino-prop 

cyclohexylmethyl)~4-fluoro-benzenesulfonamide; 

/rans-N(4)-(3-Dimethyiamino-propyl)-^ 

cyclohexylmethyl}-quinazoline-2^diamine; 

frans42-{2-{{4-[(Naphthaiene-1-sulfonylam 

4-ylamino}-ethyl}-carbamic acid tert-butyl ester; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-amino-ethylamino)-quinazolin-2-ylamino]- 

methyl}-cyc!ohexylmethyi}-amide; 

frans-4-{2-{2-{{4-[(Naphthalene-1-sulfo^ 

quinazolin-4-yIamino}-ethyI}-piperazine-1-carboxylic acid tert-butyl ester; 
frans-Naphthalene-1 -sulfonic acid {4-{[4-{2-piperazin-1 -yI-ethyiamino)-quinazolin-2-ylamino]- 
methyl}-cydohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-[(2-dimethylamino-ethyl)-methyl-amino]-quinazolin- 
2-ylamino]-methyl}-cyclohexylmethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-amino-quinazolin-2-yl]-methyl-amino]-methyl}- 
cyclohexylmethyl>-amide; 

frans-Naphthaiene-1 -sulfonic acid {4-[(4-amino-6-fluoro-quinazolin-2-yl-amino)-methyl]- 
cyclohexylmethyl}~amide; 

frans-Naphthalene-1 -sulfonic acid {4-[(4-amino-6-methoxy-quinazolin-2-yl-amino)-methyl]- 
cyclohexylmethyl}~amide; 

frans-Naphthalene-1 -sulfonic acid {4-[(4-amino-5-methoxy-quinazolin-2-yl-amino)-methyl]- 
cyclohexylmethyl}-amide; 

frar?s~Naphthalene-1 -sulfonic acid {4-{[4-(2-dimethylamino-ethylamino)-8-methoxy- 
quinazolin-2-ylamino]-methyl}-cyclohexyimethyl}-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(2-diethylamino-ethylamino)-8-methoxy-quinazolin- 
2-ylamino]-methyl}-cyclohexylmethyl>-amide; 

frans-Naphthalene-1 -sulfonic acid {4-{[4-(3-diethylamino-propylamino)-8-methoxy- 
quinazolin-2-ylamino]-methyl}-cydohexylmethyl}-amide; 
frans-Naphthaiene-1 -sulfonic acid {4-[4-amino-quinazolin-2-ylamino)-methyl]- 
cyclohexylmethyl}-methyl-annide; 
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frans-Naphthalene-1 -sulfonic acid methyl-{4-[4-phenylamino-quinazolin-2-yiamino)-methy(J- 
cyclohexylmethyl}-amicle; 

frans-Naphthalene-1 -sulfonic acid {4-[1-(4-amino-quinazolin-2-ylamino)-1 -methyl- 
ethyl]cyclohexylmethyl}~amide; 

/rans-Naphthalene-1 -sulfonic acid {4-(1 -methyl- 1 -(4-phenylamino-quinazolin-2-ylamino)- 
ethyl]-cyclohexylmethyl}-amide; 

trans Naphthalene-2-sulfonic acid {4-[(4-amino-quinazolin-2-ylamino) methyl]-cyc!ohexyl]~ 
amide; 

trans Naphthalene-2-sulfonic acid (4-{[4-(4-chloro-phenylamino)-quina2olin-2-ylamino]- 
methyl}-cyclohexyl)-arnide; 

trans Naphthalene-1 -sulfonic acid {4-[(4-amino-quinazoiin-2-ylamino) methyl]-cyc!ohexyl}- 
amide; 

frans-Naphthalene-2-sulfonic acid {4-[(4-amino-8-methoxy-quinazolin-2-ylamino) methyl]- 
cyclohexylj-amide; 

trans- Naphthalene-1 -sulfonic acid (4-{[4-(4-chloro-phenylamino)-quinazolin-2-ylamino]- 
methyl)~cyclohexyl)-amide; 

frans-Naphthalene-1 -sulfonic acid {4-[(4-amino-8-methoxy-quinazolin-2-ylamino) methyl}- 
cyclohexyl}-amide; 

trans Naphthalene-2-sulfonic acid (4-{[4-(2-dimethylamino-ethylamino)-quinazolin-2- 
ylamino]-methyl)-cyclohexyl)-amide; 

trans Naphthalene-1 -sulfonic acid (4-{[4-(2-dimethylamino-ethylamino)-quinazolin-2- 

ylamino]-methyl}-cyclohexyl)-amide; 

frans-N-{4-[{4-Phenylamino-quinazolin-2-ylam 

sulfonamide; 

frans-N-{4-{[4-(4-Chloro-phenyl)amino]-quinazoiin-2-ylamino}-cyctohexylmethyl)-(N,N- 
dimethylamino)-sulfonamide; 

^ans-N-(4-{[4-(4-Ruoro-phenyl)amino]-8-methoxy-quinazolin-2-ylamino}-cyclohexyimethyl)- 
(N t N-dimethylamino)-sulfonamide; 

frans-N-{4-[4-(Cyclopropylmethylamino)-quinazolin-2-ylamino}-cyclohexylmethyl)- 
methanesulfonamide; 

frans-{4-[4-(4-Chloro-phenylamino)-quinazolin-2-ylamino]-cyclohexylmethyl}-carbamic acid 
terf-butyl ester; 
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fra/7S-{4-[4-(Cyciopropylamino)-8^^ 
acid fert-butyl ester; 
frans^4-[4-(4-Chioro-phenyla^ 
frans-{4-[4-(4-Chloro-phenylamino)<|w^ 

/rans-{4-(4-(4-Chloro-phenylamino)-quina2olin-2-ylamino]-cyciohexylmethyl}^ 
benzamide; 

N-frans-{4-[4-(Cyclopropylmethylamino)-^^ 
benzamide; 

/ra/7s-4-(4-Chloro-phenylamino^ 
diamine; 

frans-{4-[4-(4-Chloro-phenylamino)-qui^ 
acetamide; 

frans-{444-(4-ChlorO'phenylamino)"quinazolin-2-ylamino]-cyclohexylmethy)}-N-methyl- 
benzamide; 

^arts-2-Methoxy-[4-(4-phenylaminQ-quina2olin-2-ytamino)-cyc{ohexylmethyt]-acetamide; 

/rans-2-Methoxy-[4-(8-methoxy-4-phenylamino^^ 

acetamide; 

^a/7S-[4-(8-methoxy-4-phenyiamino-quinazolin-2~ylamino)-cyc}ohexylmethyl]-carbamic acid 
tert-butyl ester; 

/ra/7S-f4-(8-methoxy"4-phenylamino-quinazolin-2-ylamino)-cyclohexylmethyl]- 
methanesulfonamide; 

frans-[4-(8-methoxy-4-phenylamino-quinazolin-2-yiamino)-cyclohexylmethyl]-{N,N- 

dimethylamino)-sulfonamide; 

frans-4-(Cyclopropyimethyi)-2-(4-p^ 

4-(3-Chioro-phenyl)-2-cyciohexyi-quinazoline-2,4-diamine; 4-(3-Chloro-phenyl)-2-cyclohexyi- 
quinazoiine-2,4-diamine; 

2-(N-Methyi-cyciohexy(amino)-4-phenyiamino-quinazoline; 

2-(fM-Methyi-cyclohexylamino)-8-hydroxy-4-phenylamino-quina20hne; 

2-(N-Methyl-cyc!ohexylamino)-8-methoxy-4-phenylamino-quinazoline; 

2-(N-Methyl-cyclohexylamino)-8-(methoxycarbonyl^methoxy)-4-phenyiamino-quinazoline; 

2-(N-Ethyl-cyclohexyIamino)-8-hydroxy~4-(4-chloro-phenylamino)-quinazoline; 

^a/75-2~(4-Benzoyfoxy-cyciohexylamino)-4-phenyjamino-quinazoline; 

^rans-2-(4-Acetoxy-cyclohexylamino)-4-(4-methoxy-phenylamino)-quinazolme; 
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N(2Hfrans-4-Dimethylamino-cyclohexylme%^ 
diamine; 

1 -{frans-4-[(4-Methylamino-6-p^ 
1-{frans-4-[(4-Methylamino-6-p-to^^ 
{frans-4-[(4-Methylamino-6-^ 
methanol; 

1-{?rans-4-[(4-Methylamino-6-/>tolyl^ 
ethanone; 

N(2Hfrans-4~Ethanesulfonylmethyl-cyclohexylme^ 
diamine; 

N(2Hfrans-4-Benzenesulfonylmethyl^ 
2,4-diamine; 

1-(frans-4-{[4-(3-Diethylamino-propyte^ 
cyclohexyl)-pentan-1 -ol; 
1-(frans-4-{[4-(3-Diethylamino-pro^ 
cyclohexyl)-pentan-1 -one; 
1-(frans-4-{[4-(3-Diethylamino~propylamm^ 
cyclohexyl)-2-phenyl-ethanone; and 
(frans-4-{[4-(3-Diethylamino-pro^ 

cyclohexyl)-phenyl-methanone; or, in each case, a salt thereof. 

9. Use of a compound of formula (I) or a pharmaceutical^ accetabie salt thereof or a 
tautomer thereof according to claim 1 for the manufacture of a pharmaceutical composition 
for the prophylaxis and treatment of diseases or disorders associated with NPY Y5 receptor 

subtype. 

10. A method of treatment of disorders and diseases associated with NPY receptor 
subtype Y5 comprising administering to a warm-blooded animal, including man, in need of 
such treatment a therapeutically effective amount of a compound of formula (I) or a 
pharmaceutical^ acceptable salt or a tautomer thereof according to claim 1 . 

11. A pharmaceutical composition for the treatment of diseases or disorders associated 
with NPY Y5 receptor subtype comprising a therapeutically effective amount of a compound 
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of formula (I) or a pharmaceutical^ acceptable salt or a tautomer thereof according to claim 
1. 

1 2. A pharmaceutical composition according to claim 1 1 for the treatment of disorders or 
disease states caused by eating disorders, of obesity, bulimia nervosa, diabetes, 
dyspilipidimia, hypertension, memory loss, epileptic seizures, migraine, sleep disturbance, 
pain, sexual/reproductive disorders, depression, anxiety, cerebral hemorrhage, shock, 
congestive heart failure, nasal congestion or diarrhea. 



